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Phenethylamine derivs. represented by general formula [I; wherein A 
represents an amino acid or a-substituted amino acid residue; Rl 
represents R6C0, (un) substituted C2-7 linear or branched alkyl, C3-8 
alkenyl, or C3-8 alkynyl; R2 represents hydrogen, Cl-3 linear or branched 
alkyl; R3 represents C0R7, (un) substituted Cl-5 linear or branched alkyl, 
C2-5 alkenyl, or C2-5 alkynyl; R4 represents H, Cl-6 linear or branched 
alkyl, C2-6 alkenyl, C2-6 alkynyl, etc.; R5 represents hydroxy or Cl-4 
n-alkoxy; R6 represents (un) substituted Cl-6 linear or branched alkyl, 
C2-7 alkenyl, or C2-7 alkynyl, optionally benzene- or heterocyclic 
ring-condensed C3-7 cycloalkyl, (un) substituted C6-12 aromatic ring, 
(un) substituted C3-12 (un) saturated heterocyclic ring, (un) substituted NH2, 
(un) substituted linear or branched Cl-5 alkoxy, C2-6 alkenyloxy, C2-6 
alkynyloxy, etc.; and R7 represents H, (un) substituted Cl-5 linear or 
branched alkyl, C3-7 cycloalkyl, (un) substituted NH2, OH, linear or 
branched alkyl Cl-6 alkoxy, or C3-7 cycloalkyloxy ] are prepared Also 
claimed are a motilin receptor antagonist, an inhibitor of digestive tract 
motility, and a remedy for high blood motilin. They are also useful for 
the treatment of irritable bowel syndrome. Thus, 

Na-methyl-N- [2- ( 3-tert-butyl-4-hydroxyphenyl ) -1-methylethyl ] -L- 
valinamide was condensed with Boc-Phe-OH using HOBT and DIC in DMF at room 
temperature for 2.5 days followed by deprotection with CF3C02H in CH2C12 to 

the title compound (II). II in vitro showed IC50 of 1.9 nM for inhibiting 
the binding of [ 1251 ] motilin motilin receptor preparation from rabbit ileum 
mucous membrane. 

220806-45-1P 220806-47-3P 220806-49-5P 
220806-51-9P 220806-59-7P 220806-61-1P 
220806-63-3P 220806-71-3P 220806-75-7P 
220806-77-9P 220806-79-1P 220806-81-5P 
220806-83-7P 220806-85-9P 220806-87-1P 
220806-89-3P 220806-91-7P 220806-93-9P 



Updated Search 



reference 



220806- 95-1P 220806-97-3P 220806-99-5P 

220807- 01-2P 220807-03-4P 220807-05-6P 
220807-07-8P 220807-09-OP 220807-11-4P 

220807- 19-2P 220808-16-2P 220808-17-3P 

220808- 18-4P 220808-19-5P 220808-20-8P 
220808-27-5P 220808-28-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
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(preparation of 3-tert-butyl-L-tyrosinamide-containing peptide compds . as 
motilin receptor antagonists, inhibitors of digestive tract motility, 
and remedy for high blood motilin) 
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CN L-Tyrosinamide, L-phenylalanyl- (aS) -a-aminobenzenebutanoyl-3- 

(1, 1-dimethylethyl) -, mono (trif luoroacetate) (salt) (9CI) (CA INDEX NAME) 
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CN L-Tyrosinamide, L-phenylalanyl-3- ( 2-thienyl ) -L-alanyl-3- (1,1- 
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L-Tyrosinamide, L-phenylalanyl-3-cyclohexyl-L-alanyl-3- ( 1 , 1 -dimethyl ethyl ) - 
, mono (trif luoroacetate) (salt) (9CI) (CA INDEX NAME) 



CRN 220806-74-6 
CMF C31 H44 N4 04 



Absolute stereochemistry. 



t-Bu 



^NH2 



CRN 76-05-1 
CMF C2 H F3 02 



220806-77-9 HCAPLUS 

L-Tyrosinamide, L-phenylalanyl-3-methyl-L-valyl-3- ( 1 , 1 -dimethyl ethyl ) - 
mono (trif luoroacetate) (salt) (9CI) (CA INDEX NAME) 
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RN 220806-79-1 HCAPLUS 

CN L-Tyrosinamide, L-phenylalanyl-L-a-aspartyl-3- (1, 1-dimethylethyl ) -, 
mono (trif luoroacetate) (salt) (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 
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L-Tyrosinamide, L-phenylalanyl-L-a-glutamyl-3- ( 1 , 1 -dimethyl ethyl ) - 
mono (trif luoroacetate) (salt) (9CI) (CA INDEX NAME) 



CRN 220806-80-4 
CMF C27 H36 N4 06 
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CN L-Tyrosinamide, L-phenylalanyl-5-carboxy-L-norvalyl-3- ( 1 , 1 -dimethyl ethyl ) - 
, mono (trifluoroacetate) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 220806-82-6 
CMF C28 H38 N4 06 

Absolute stereochemistry. 
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CN L-Tyrosinamide, L-phenylalanyl-L-asparaginyl-3- ( 1 , 1 -dimethyl ethyl ) -, 
mono (trifluoroacetate) (salt) (9CI) (CA INDEX NAME) 
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CN L-Tyrosinamide, L-phenylalanyl- ( 2S ) -2-aminobutanoyl-3- ( 1 , 1 -dimethyl ethyl ) - 
, mono (trifluoroacetate) (salt) (9CI) (CA INDEX NAME) 
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CN L-Tyrosinamide, L-phenylalanyl-N-methyl-L-valyl-3- ( 1 , 1 -dimethyl ethyl ) - 
(9CI) (CA INDEX NAME) 
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CN L-Tyrosinamide, L-phenylalanyl-L-valyl-3- ( 1 , 1 -dimethyl ethyl ) -Na- 
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hydroxyphenyl] -1-methylethyl ] -N2-methyl- (9CI) (CA INDEX NAME) 
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CN L-Tyrosinamide, N- [ ( 2S ) -2-amino-3-phenylpropyl ] -L-valyl-3- ( 1 , 1- 
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Absolute stereochemistry. 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of 3-tert-butyl-L-tyrosinamide-containing peptide compds . as 
motilin receptor antagonists, inhibitors of digestive tract motility, 
and remedy for high blood motilin) 
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CN L-Tyrosinamide, N- [ (1, 1-dimethylethoxy ) carbonyl] -L-phenylalanyl-N-methyl-L- 
valyl-3- (1, 1-dimethylethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CN L-Tyrosinamide, N- [ (phenylmethoxy ) carbonyl] -L-phenylalanyl-L-valyl-3- (1,1- 
dimethylethyl) -Na-methyl- (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 
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Absolute stereochemistry. 
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NAME ) 



Absolute stereochemistry. 



0 




0 HN. ^ Pn 

0 



RN 220808-85-5 HCAPLUS 

CN L-Valinamide, N- [ (1, 1-dimethylethoxy ) carbonyl] -L-phenylalanyl-N- [ (1R) -2- [3- 
(1, 1-dimethylethyl) -4-hydroxyphenyl] -1-methylethyl ] -N2-methyl- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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CN L-Tyrosinamide, N- [ (phenylmethoxy ) carbonyl] -L-phenylalanyl-N-methyl-L- 
valyl-3- (1, 1-dimethylethyl) -No-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 220808-90-2 HCAPLUS 

CN L-Valinamide, N- (1, l-dimethylethyl ) -L-phenylalanyl-N- [ (1R) -2- [3- (1, 1- 

dimethylethyl) -4-hydroxyphenyl ] -1-methylethyl] -N2-methyl- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 220808-96-8 HCAPLUS 

CN L-Valinamide, N- [ (1, 1-dimethylethoxy ) carbonyl] -L-phenylalanyl-N- [ (1R) -2- [3- 
( 1 , l-dimethylethyl ) -4-hydroxyphenyl ] -1-methylethyl ] -N, N2-dimethyl- ( 9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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